A new and convenient synthesis of a variety of methyl-2-(2-(4,5-dihydro-4-methyl-5-oxo-[1,2,4]triazolo[4,3-a]quinazolin-1-yl-thio) acetamido and propanamido alkanoate 8a-h and 9a-c, respectively has been developed via azide and DCC coupling methods. Hydrazinolysis of the ester 8a-g gave the hydrazide 10a-g, which subsequently reacted with furfural to give the hydrazone 11a-f. Compounds 8-11 might show non sedative H1-antihistamines activities. Compounds 8-11 were characterized by elemental analysis, IR, mass and 1 H NMR data.
Introduction
Triazoloquinazoline condensed derivatives constitute an important class of organic compounds with interesting biological activities. 9-Chloro-2-(2-furyl)- [1, 2, 4] triazolo-[1,5-c]quinazolin-5-amine, CGS 15943A I, were reported as antagonists at A2b receptors in brain preparations. [1] [2] [3] Furthermore, a series of novel 1-substituted 4-aryl [1, 2, 4] triazolo [4,3-a] quinazolin-5(4H)-ones II was reported as a new class of non sedative H1-antihistamines. [4] [5] [6] Hydrazone derivatives are reported to possess antimicrobial, [7] [8] [9] antitubercular, 10 anticonvulsant 11 and analgesic-anti-inflammatory 12, 13 activities. Compound III which possesses a hydrazide-hydrazone structure, is used as antimicrobial. 
III
In view of these facts and in continuation of our efforts in synthesizing various bioactive molecules, we have found it desirable to synthesize a series of 4-methyl-1,2,4-triazolo [4,3-a] quinazolin-5(4H)-ones containing amino acid ester, hydrazide and hydrazone substituted at position 1 as non sedative H1-antihistamines.
Results and Discussion
Due to the ambident nucleophilic character of 4-methyl-1-thioxo-1,2,4,5-tetrahydro [1, 2, 4] triazolo [4,3-a] quinazolin-5-one (1), we have recently pointed out the regioselective reaction of 1 with electrophiles. 14, 15 As described in scheme 1, the reaction of triazoloquinazoline 1 with methyl chloroacetate, chloroacetic acid and chloropropanoic acid in the presence of a base afforded the S-alkylation products 2, 5 and 6, respectively. The ester 2 and both acids 5 and 6 are excellent precursors for the simple chemical modification of triazoloquinaoline derivative 1. The ester 2 was boiled with hydrazine hydrate in methyl alcohol to afford the hydrazide 3, which subsequently converted into azide 4 by treatment with NaNO 2 and HCl mixture. 
Scheme 1
The synthesis of the target thioacetyl amino acid derivatives 8a-g were efficiently formed from key intermediate ester 2 via the azide coupling method, [16] [17] [18] which was reported to minimize the degree of racemization in amino acid coupling. The in situ generated azide 4 solution in ethyl acetate reacted with amino acid methyl ester hydrochloride 7 in the presence of triethyl amine to afford the methyl-2-(2-(4,5-dihydro-4-methyl-5-oxo- [1, 2, 4] triazolo [4,3-a] quinazolin-1-yl-thio)acetamido) alkanoate 8a-g in good yield, scheme 2. The structure of amino acid ester S-acetamide 8a-g was chemically confirmed by an equivocal synthesis from the acid derivative 5 via DCC coupling method. The DCC coupling is one of the major tools employed in literature to introduce peptide bonds by the reaction of acid with amino acid methyl ester. Hydroxybenzotriazole (HOBT) is widely used as an additive to decrease racemization in the carbodiimide peptide coupling. [19] [20] [21] Treatment of thioacetic acid 5 or thiopropanoic acid 6
with the amino acid esters hydrochloride 7 in presence of coupling reagents DCC and HOBt afforded amino acid ester S-alkanamide 8a-h and 9a-c, respectively in 58-85 % yield. 5, m = 1 6, m = 2
Scheme 2
The structure assignment of the amino acid ester S-alkanamide 8a-h and 9a-c is based on spectral and physicochemical analysis, Figure 1 . The I.R spectrum of the glycine derivative 8a gave two bands at 3326 and 1742 cm -1 attributed to NH and ester C=O, respectively. Further more, the 1 H NMR spectrum of 8a exhibits two singlet signals at δ 3.77 and 3.71 ppm corresponding to OCH 3 and NCH 3 , respectively. The 1 H NMR for all amino acid derivatives 8a (Gly), 8c (β-Ala), 8d (Ser), 8f (Met), 8g (Val), gave a singlet centered at δ ~4.05 ppm attributed to SCH 2 , figure 1. On the other hand, the 1 H NMR spectrum of 8b (Ala) and 8e (Leu) shows two doublets at δ 4.12 and 4.02 ppm (J AB = 14.6 and 14.0 Hz) corresponding to an AB system of the prochiral hydrogen atoms of the SCH 2 group. 22, 23 Hydrazinolysis of the amino acid ester 8a-g afforded the hydrazide 10a-g. The hydrazide 10a-g was condensed with furfural to exhibit the hydrazone 11a-g. The structure assignment for both the hydrazide and hydrazone is based on elemental analysis, IR and the 1 H NMR spectra. respectively. The participation of the NH group in the N-H···N=C system is confirmed by a signal at δ 11.26 (structure A). Structure B is induced by enolization of the hydrazide carbonyl which gave a signal at δ 11.46 and 3.83 ppm corresponding to NH group and an exocyclic OH group, respectively. The 1 H NMR spectrum of 11b gave two NH signals at δ 11.31 and 8.17 ppm corresponding to hydrazone in the form of structure A. 
2-(4,5-dihydro-4-methyl-5-oxo-[1,2,4]triazolo[4,3-a]quinazolin-1-ylthio)aceto-hydrazide (3).
To a solution of ester 2 (3.04 g, 1.0 mmol) in methyl alcohol (30 mL), hydrazine hydrate (2.4 mL, 5 mmol) was added. The reaction mixture was refluxed for 4 hours, cooled and the resultant precipitate was filtered off, washed with ethanol and ether then crystallized from aqueous ethanol to yield the hydrazide. 
Methyl-2-(2-(4,5-dihydro-4-methyl-5-oxo-[1,2,4]triazolo[4,3-a]quinazolin-1-yl-thio)acetamido)-4-methylpentanoate (8e

Methyl-2-(2-(4,5-dihydro-4-methyl-5-oxo-[1,2,4]triazolo[4,3-a]quinazolin-1-yl-thio)acetamido)-3-methylbutanoate (8g
Condensation with furfural. General method
To a solution of hydrazide 10 (1.0 mmol) in absolute ethyl alcohol (30 mL), furfural (0.09 mL, 1.0 mmol) was added. The reaction mixture was refluxed for 12 hours. The reaction mixtrure
